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5-7°5t'Jf^i r 5 — A S Aj fcv^o ) W\ (DPP 

«L( inflammatory bowel disease : I B D) t ^^>««'I4^« (ulcerative col it 

is : UD)S^n->i (Crohn' sdisease : CD)«ItUfM^ Wz.lt 

mnjistu ifejEfls^o^^Mt* ior-t-^iai**^ 5 - as Ai±fe«wia:^** 

5-ASA«rf^ffl«t£-C**^»^Siai***^*- 5 -AS A 
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5 - AS ACODD SUMt LXit, 5 - A S A*J.-?->H2^n-^0#?Ltt&«tT?3- 
f-fvmttKiot, >)i^t:5-ASA £feffi1-& X d MM 

it^fitzb -AS A^J (M^ : (SftiSIK) . Bit*3-'^I* (#) 3K 

) **** (^Jilf, stNW&iU, 2#bb) o L^Lm, ftllAC5-ASAtL 

^#HI^P^b7t^t ib«cLTft^-^l / 14 (Cmax=1448.6 ± 586.4 ng/ml) fcft 
^titO©, £ rtfffiiSfttf) 5 -A S AdflllLill^fc^frfS - (fjx-if 
. S:«t5#RB) o 

ifc, 5-ASA«^nK7^tLtli, 5 - A S A»7 5 7 afcfl*T VTCS*Lfc'ft# 
!|t7V"X;V77li'Jyy (MT, rSASPj iV^o ) (M^ : t7V*lf'J ^ (f 

mmm , 7r^f- (*) so («x.a; ##it»3#pi) 0 iMb^ti, * 

m l*J fc#3=-* £ T V*®7cS£« £ £ MfftM CJ:oT5-ASA & £ *»-C § 

* o ttSMfcfcfl&ifcfctt-*- ^sasp o»l4iif£#> & *it v> a ^\ s a s p ^lirtfflm 
5-j|^^i(:4it^^;V7 7 tfy v> (SP) i:iot, MMMWcm, m'l&fl&'M, 

o 

if;, 5 -r 5 y w ^^m* ■f-fr*. iftvvKv#tt^*i-^ y-*;w ^-^HEft fl^li^L 
fc^t-C**> 5-7^-2 - ( - D - f ;v 3 7 y y ;H^r y ) $l,f §p< f 
;&.t>*2 -T-fc h 3^- 5 - (|?-D-7>3t:7/yiV75y) gfcJMBM ffrifito h fi 

fefcfliife WtS i:ov^tli^< tfcffr S *lt v> & v* 0 

[#§r\£!R 1 ] #<&BS 6 0 - 5 0 1 1 0 5 

BMMM, 104, pp. 447-457 (1994) 
[##iM2] BHitlS, 104, pp. 303-311 (1994) 

Wm$JClsk3] Scand. Journal Gastroenterology, 23, pp. 107-112 (1992) 
[##I^3dS£4] AdvancedDrug Delivery Reviews, 7, pp. 149-199 (1991) 
[*#irif 5] iitM, 22(Suppl.lO), pp. S2467-S2495 (1994) 
[Wm$JcWt6] MagyarKemiai Folyoirat, 97(4), pp. 143-148 (1991) 
Wm^Ml] Arch.Pharm. Pharm. Med. Chem. , 332(9), pp. 321-326 (1999) 
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* v il-f b 'J > * Jfl § *U RBmm tt . K RJS £ L * t j" tt jf # £ mfe £ ft 

S2*f&- t^T'i^o rjssjkh o-ioo Tc**at^-c**o RJS0#r^«s 
ii3 

— «i:fi<jKl~10$Cffi©***CflET^i5V^'C, 0-100 Ct^iltiiti'tiio £JSf!fe#f 

, £0&Y$$U±, RlSl-|W#L*^tLifi|f ^|S5g§tL*v»*« N f >5tKn7?'/, 1, 4 
-v^-^r-9->, 1, 2-V> h^r^x^Vi^x-f^ ^^^-^ x^y-)H5: 
ifOT/ua-ZHE, N, N-^fJl'WAT^K, N, N-yVf ;V7-b b75 F^fc' 

H§\ l~48l*|IB**aST?**o 
Xf5 4 

<ZrftIO^"i£lc <£ Ofl 3 £ i^tii, RJSfflKtt, 0-100 r^JS^-C^&o EUtofeMl* 
'J * A & if S*lf * - a*"? S * o RCE^rati, tffit51lf^ll> RtSift 

& C £ § & o 

, 7sMb7jcff^ *<b**Bft^©*S«9fc^>*> MfeSk ?LSL *x.y^ 

coil, t h'J^A, *'J^A, *^/'>^A^EOT>l'* , ;^JRXttT^*U±S^*0*^i 
MxJ£\ ^^Ib^co^mitte, ^^kif© 7 ;v n - y x 

5 -AS AP«cog|| n D n ^te&v^ti7c#m£*U SfeigP^JwJ: <9^«t < ^HSP 
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m (TNBS) SI5^»ife^fl'fc*5ttMfrfrW Cl] <*>#SM£**fttfLfcte*, 7* ~ 
[0010] 

-to* SXttE^IW^fr^*^*^*^ 0 ^*^**^^ f«x.(i\ 0. 1 %~~99. 
5 %, JtfSLOi 0. 5 %~90 %tttJgiil^«lfct^ A**trlffifL»»fctt# 

$ tL& o 

[0011] 

n^±it#^tL^>ffi#t Lxn, mm, xmmr^miiM, %&m, wz<d 

[0 0 12] 

S^-jg^*#llUfe±-eW»-*-ai Lv>a«, il-ftti, M«tL 

T*l&^k#WX»±*olS*±l^#^tL*«[o*«rj!RiMlfc LT, ^PtS-^oJ!^ is 

s i fc £ & o 
[0 0 13] 

[0014] 

»k 5t»k *fe3k <Dfa(D i> <D*tBr&X t> X V* c 

[0 0 15] 

co J: ? fcfc<P&&*JKSlOfc^Kl&'6-U <0% fc^Klftffcfcfr^ £ fc *> -e# So il 
7 5ti;v^ n-^t b 'J ^A, * f ^ ^ - ft > V 9 A, Rl^JVy^A, jfe 

[0 0 16] 

mmt $ ftftmn * im^wm *? ^ - * t ^ l , &g kis cit^'j m & «\ * ^ ^ 

^y^f;v-t;vn-xtf'J^A, ^f^ivn-x, Kn* v7°n f-;v-fe;vn 
«H9t>> jj*ytf— /nfny K>> if-;i/T;V3-^) . ^^MM^fb^J (Mx. 

ii\ )^?7r/) , iwd^ij («xidr, eara) ^m^>J (Mx.ts\ i-yy-r* 
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tHfCikWii. t^J:d^«liR'ffc$tLfeai^W*^t?iTtti-So -HTML 
xmzmz - & < ^ «I4<^^ wta<*^ ^ Lfc*)t> fcMtfrtt* uu v>o v * 

1 1 

[0 0 2 0] 

ig i 5 t njili f^kllL* 

5 - - h n-9-iJ f-;v^30 gfDtefr* * ^ (500 ml) Slt^iiTL, 2B 

WMfcMELfco K**«IU (500 ml) T**U * (500ml) * 

#.#T\ «&3fiiaW7Kt*5>o < ^nitTiV* Vtt (pH = 9) fcbfco SSfelfcJR*^ 

-pg 2 _ ! 2 ' .3' ,4' .6' -f h g -D- ft v » b v 

p 2". 3 » 4' g' _^>- ^ — 0 - T-fef-^— /? - D — 2f 7 ^ h tf -7 7 — ^>65 
g«»fW (500 ml) *«£«L, 30 %^tK«W« (177. 5g) *«TU 

L^ ^fltatv^^i/^A-Cie*^ ML, $&$££#*BL, 2 
Ig2 - 2 B--hP-2- (2' .3' .4 ' .6' - f; fc 2 = Q = T*-^- g - D 

- #7 ^ h tf v y v;v^- 2) ^UIIL* 

2 _ E Kn ^>-5-- hn^t#m^ ^^30.55 gt2' ,3' ,4' ,6' 
O-T-fe^JV- « -D-*"9^ h tf7y->;V7^n^ K63.7 g©*/'J > (250 ml) »«K 
mtttt (35.92g) *inx, ML*^^«#L^o ^ift^*v>T62 «F^»L/io SJS 
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« (1000ml) X~2®ffifrLtz^ Hs-?2®mm Lfc 0 

5 _- hn -2- (2' ,3' ,4' ,6' -f f7-0-TW-iS-D-^7^ 
^»m^^^71.7g^r#^o 

5--bn-2- (2' ,3' ,4' ,6' -f l7-0-7W-jS-D-**7n 
ti 9 / v;v^^v) 5fcJg.#BM -^;H0.55 g<7>7 * 7 -;V*#«60 < Ct?WL> tb'Jf 
A 7 l^vK^tJnx.^o 30$3-«#L7fcgL Amber lite IRC-50 (5.0 g) t? + 

* * S' ) SeJWBfc 7 ;V4 . 90g £ #fc o 

X@3 5 - 7 5 7 - 2 - /? - D - 7 y~ 1 £° 9 7 y ^ v) # 

5 _ - v n - 2 - (p-D-ft?? y^yy ->/u**-» ^4.90 g^7 7 

7-;v (100 ml) v#m^l0 %^r/7A^I (0.49 g) £fiD;i> S^^frtl 
KSnRJfcfcfrofco 20«pWlft. Rj£fc*»»Utt**lfe^ #««*ift*au 5-757 
_ 2 - (^-D-f77 Ftf77y^t^ry) ^J,#M7 18g£#£ 0 
4 5-75 7-2- (B-D-tf 1 ?? Y ^y_l±JU±±±) gcAMU 
5 _ 7?; _2 - (p-D-tf?? M^7yy;vt^y) ^ift^f*4.18 g<7)^7X 
( 12 o ml) mmmz^ I NykBjHfc^ > V v^7K^ (12.7 ml) *iTL, tHl& 
liT(^^T16BlF«L/;o RS^«<Df «EEitSiU ^«@7K^«L7c 
o fWt, 2Nigm (6.4 ml) fcfflv^TfftlLfco ^©l^trllL, a fiMt£«.41 g 

MS (EI) m/z = 3 3 8 [M + Na] 
7n£##Hft (Ci 3 Hi 7 NO s tVX) 
ttmU (%) C : 4 9 . 5 2 H: 5. 43 N : 4 . 4 4 
mmm. (%) C : 4 9 . l 2 H: 5. 37 N:4. 38 
[0021] , 
5-757-2- (^-D-^3i;'7yy;vt^y) 3cA#M 

If 1 ^;ug|7^;v 

«150 1<7)X^1 t|WI#<7)^ft^fflV^-C^L/io 

Ig 2 5-^hP-2- (2' .3' .4' .6' -f>7-0-7W-ff- D-^ 

5_- hnnf V-^;vm>^^6.0 gt 2' ,3' ,4' ,6' -ft>7-0-7W-« 
_ D _ ?>3 e7 7y;^'o5 F18.8 gi:<Z)*7 V > (60 ml) (10. 5g) 

«-inx.^-ei^W8S[L<*#L3to fcKfcft^*' (300 ml) «L^li 

-fe5^ MSLfco «^^Wf £2 N^m (20 ml) ^2|1I^# 7^1 

;u (300ml) "e2i»ffiLAo * t ££frfnM7jc, tK. I^D^tK^^. « 

h V ^A«f, ML. MSriytU 5--1H-2- (2' ,3' ,4' ,6 
» _ f ^-O-T-kfjV-^-D-^V^t^yy^t^y) ^M=f$7 fW5. 63g£ 

XfM 3 - 1 5-7U-2- (2' .3' ,4' .6' -f F7-Q-7W -^D 

5 --bn-2- (2' ,3' ,4' ,6' -f f7-0-7W-j?-D-^3H 
5 ;yjVt^y) &M&Wt* 7-^12.0 g<7)7 9 J (400 ml) 3&?iTfcfclO%^:7 v >7 A 
(2.4 g) *tnx.,7X«3atm, 30 °CX*mMM7tKfc*tro tz 0 3^t, 
FIIL/Co }#MMiU 5-757-2- (2' ,3' ,4' ,6' -rb7-0- 
7 ^ f JV _ ^ _ D _ ^jv 3 5 y y Jpy) ^«B$7 f;Hl. 2g£#fc 0 
Xfl 3-2 5-757-2- ( /? - D - jOl/ 3 fcf 5 7 '> '>) ^# B%7 ±ik 

5 _ T5 y_2- (2' ,3' ,4' ,6' -f h 5-0-7 W-^-D-^lf 

ffifE# 2005-3026003 



#11 2004-026916 



^-v: 8/ 



?;^t*V) £Jt#BM ^>W>. 68 gO**fh5KKn79^-^^>'-A/ (1:1,16 
ml) (37.8 mg) fcJnx.. ifitM#L/: 0 RiSifcfc4 Ntftffcfc 

mWWiZ-l- (0.14 ml) fcffiTU *tf> 1 i feMZWitifc L?z 0 W b ii?zffl.J&mi$* 
'>'J*^;V*7i^n-7b777^ (Wakogel C-200 (SljfeiMl* (80 *) , * 
U> : = 10:1 ~ 8:1 ~ 5:1) TttHU 5-T5/-2 - (/?-D-^;v 

nlfyyy^t^y) £J§,#^ f-;^332mg : lr#^o 

5 _75;-2 - (^-D-^3^7/yJH^fy) SJfiWMM f-JHOO mg<D* 9 J 

~)v (3 mi) mmmz, mfrmti- * v * (°- 3 ml ) *?stu 50 °c-t?«L 

1#L^#^ INmm (0.3 ml) fcflSTLfco - 0*«*ft35-<?510*4 b*f Hi* 

TuSt^JHI (CisHiyNOs • O.2H2 Ot Lt) 

fHHt (%) C : 4 8 . 9 7 H I 5.50 N! 4.39 

HyfJHt (%) C : 4 8 . 8 0 H I 5.35 N : 4 . 3 1 
[0 0 2 2] 
ftUfcW 1 ifrJS 4> 5 - A S A Wig. <0 ffl 5£ 

mm<D s DMfi? y h Kwmm at5-As a *tMt4L, t itin&m c 

1] > [2] Jttf^V^^ (S&ffillt) * 5 -AS AiC^ffLT50 mg/kg^Qt^ 

U 5 - A S AlS^SSat #^ n v h 75 7 ^ - (HPLC) TMIIfeLfco 



[gl] 





7 7 b t£ 


jott sin 












(mg/kg) 


(Tmax) 

(hr) 


(Cmax) 

(ng/ral) 


(AUC) 

(ng-hr/ml) 


(BA) 
(*) 


5 - A S A 


i. v. 


1 






1417 






p. o. 


50 


2 


4958 


10441 


15 


c 2] 


p. o. 


50 


1 


1962 


4235 


6 




p. o. 


50 


0. 5 


435 


1504 


2 


n - 2-3 
1) 




mVXn^'&V AUC-H 


5-ASA ^r^Mrt^^m^ AUC) 


X (5-ASA <D& 



IrtS4lT#»{^»®SnSM) xioo 

jiiBtt**^ *<-y9*t- (mmm) tttciu-As A**tfe 

v»t W**?> 5 - A S A#*J5ttil£*LTv»& rt^Ltv^o 

-77, 5-AS A<0»|**fl£T?**^-fr* CD [2] *iOML^ 

, jflLlf f 5-AS AjftKii, ^> * -9- ^ifc^-Cia < i^Lfc (0 1 «0 o 

CD i&^LIzm^r, «4>5-ASAlS(t [2] £i£-^L/c 

^ U 5 -AS A^fc^&fflSftfc^ofc (0 1 #PI) o £<0«Bli 

„ Ik^tJ CD a*fb#tt C2] njfc^ff^^v»-cin*^»$tLtc< <. /Mi±fi5^*3v>r 

5-ASA^L^V^J6i:fx.?)tLl.o 

-ffrfrW CD, ik&m [2] (S»iSIR) »S4L/;^0 5-A 

SAro4»*»Sfllfflffi (bioavailability) (^ 1 #M) ii> #*2,6&^15 96fcffffi3 

[0 0 2 3] 

KI^U 2 ?B4fctt J*3#tt * « 5 - A S A«j£*# 

71^^) S D|»tt7 7 f Cttlfe t Ltft^ CD , «>9V (WD 
5-ASA*5-ASAtcJftJtLT50 mg/kgjgP*c-^U Mn jE^Hn 
ineflH^^rt^W***^^- > U 3ft'fr#*&*^-fc**fflv>-£\ M#^n7 h 7 
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(HPLC) tc J; OM-fUV^HSBttt-*^* 5 -AS A*j£*iMJfeLfco 

#s*tia2*»5»ia5^ , to _ 



fc ( 



02,3, 4 , 5 #P.s) o :o:iJ:!i, C l ] tti&flrtr-cEMXS - 1 & < , 

-e<?M5 fc ^ W^HIt'PJ5t U WrtifflWfc: i »9 5 - A S A 4:4jStJi t ^ & * o 

/Co 

[0 0 2 4] 

24WW*ftALfellttSD9 5' h >/^e^-«T, TNBS/50 96^*7- 

(30 mg/ 0.25 ml/9 7 h) StEPI^ ib8cm0^j|§l*I «£Pi£4-J3 V> ffcJB V^T 
" *)izm&* , &&Lt:o TNBSfi43Hti:^i*«tBU BER^fe 8 
cm^lOHf ^ijEt^i*l:> ;fc|&ifeSfc!£oeflei±Wallace& (Gastroenterology, 
96, p.29-36 (1989)) ff)^»X3 7fbLfco ttMtlt, (^M 
IK) i±30, 100 mg/kg, ffre-flfc Cl] (±61.8,205.9 mg/kg ( 5 - A S All t?30, 100 mg/ 
kgKffiS) CDfflfi:£ 1 B 2 0 (TNBSS4Hti, T N B S S^HtWStU SP 

{k&b Cl] tt. ^-^^3T*61.8 mgAg ( 5 - A S A KSHt LT30 mg/kgt'ffi^ 
) <?5ffl*^*v^*C**t-«HWL, *JMM:£205.9mg/kg ( 5 - A S A Ktfc* LT100 mg 

/kgtcffl^) offl*K*v^-c^r*^«iWL^ (me, 7#bs) o -i5s^<y?*r (mm 

[0 0 2 51 

maim wi(fira) 

^^■l^j700mg'f 

C 1 3 500 m s 

Y V^u a ygf 127 mg 

^•b;vn-^ 35 mg 

^° U tf ~;>7 ;v n — ;i/ 35 mg 

^f7 l J>t-7^^v')A 3 mg 

ffc^tJ Cl] 250g, h ^^nn~>»63.5 g, ^ H B H -fe;vn-^l7. 5 gfcJKS&l 
fi;tAL> *°'J tf^;VT;V3-;VO10 %7K^fS(175 ml) *nft#L-C7tf±1-^o 
t7'J >i 



(7^-^A(0.4)l(w/w)) fcJnxT, 700mg#W^«0 mg£^trffcgij£ 



^lgljOOOmg* 



400 mg 
153 mg 
42 mg 
5 mg 



Cl] 400g, h ^ n 3 vg|5-153 g, ISH-fe^u -X42 gOfS^^^f^^tfi 
«TffiR&Lfc^ «*fctfcfc«WH-£o itUC^T'J ^St-7^^V^A(0.8X(w/w))«rlin 
X.TT1&M600 mg, i&mi mmfcJfc^U ^b^%400 mg*^tf«=SiJ*^*o 



^l^ijSOOmg* 

CD 



250 mg 
222.5 mg 
25 mg 
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^T7P|v^r>^ 2.5 mg 

Cl] 250g, te 7 jcv y@t7K*^7^v^^222.5 g, ^n^AWn-^t h'J 1 ? 

*~>*A(0.5%(w/w))£#nx.T500 mg^0ff*7^iH:^iI-L, *'ffc'fr»250 mg£^tf# 



M^l^iJlOOOmg^ 

C 1 ] 750 mg 

Htna ylf 170 mg 

|i§H S H-fe^n-^ 50 mg 

tf zjV7;v 3 — ;i/ 30 mg 



it&m Cl] 375g, b^^n3ygf85 g, ^^)Vn~X25 g£~- ^- K&A U 
jj>°V tf^;vr;i/n-;K7)12 %7jc*#$C(125 ml) ££n£T|f 0.7 mmfSOX ^ V - > 

*L^^»mL««-efftB1-^o ZtiZmskLXmZL, lOOOmg* K^[b^750 mg 

m 5 « 3 - 7- * y fwm ( 1*1 mm ) 

^^•lSOlOOOmg'f 





200 


mg 


it&m CD 


500 


mg 




170 


mg 




40 


mg 




50 


mg 


t: Kn^fy7°nt:;i/^f ;Hr;vn-7, 


30 


mg 




6 


mg 




4 


mg 



J W?WV(24~32.* y Vi)200g^7S^»fLi&^*i3-7"^ >^f^SAL, t: Kn^r 
v -7° o tf ;v -fe ;V n - 7s <7)8 %7Kv#^ (50 %-x. ^ y - ;v) £ pft& L & ifi h , C 1 ) 500 g 
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